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AMENDMENTS TO THE CLAIMS 

Claim 1 (Original). A compound of formula (I): 



R 1 - 




(I) 



O 

wherein: 

m and n are independently 1 to 4; 

R 1 is hydrogen, alkyl, carboxyalkyl, aryl, aralkyl, alkylcarbonyl, aryloxyalkylcarbonyl, 
carboxyalkylcarbonyl, alkoxycarbonylalkylcarbonyl, aikoxycarbonylalkyl, 
alkoxycarbonyl, arylcarbonyl, aryloxycarbonyl, aralkoxycarbonyl, cycloalkylcarbonyl, 
haloalkoxycarbonyl, aminocarbonyl, monoalkylaminocarbonyl, dialkylaminocarbonyl, 
alkoxycarbonylamlnocarbonyl, or heterocyclylcarbonyl; 

R 2 is hydrogen, alkyl, aryl, aralkyl, alkylsulfonylalkyl, aralkoxyalkyl, hydroxyalkyl, amlnoalkyl, 
haloalkylsulfonylaminoalkyl, carboxyalkylthioalkyl, alkoxycarbonylalkylthioalkyl, 
carboxyalkyl, (carboxy)(hydroxy)alkyl, carboxyalkoxyalkyl, alkoxycarbonylalkyl, 
aralkoxycarbonylalkyl, carboxyalkoxycarbonylalkyl, 

alkoxycarbonylalkoxycarbonylalkyl, aminocarbonylalkyl, araikoxycarbonylaminoalkyl, 
alkoxycarbonylalkylaminocarbonylalkyl, carboxyalkylaminocarbonylalkyl, 
(alkoxycarbonylalkyl)(alkyl)aminocarbonylalkyl, 
(carboxyalkyl)(alkyl)aminocarbonylalkyl % or heterocyclylalkyl; 

R 3 is aryl or aryloxy each independently optionally substituted by one or more substituents 
selected from the group consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, 
-R 8 -OR 7 , -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2l -R 8 -C(0)R 7 , -R fl -N(R 7 ) 2t -R 8 -N(R 7 )C(0)R 7 , 
-R 8 -N(R 7 )C(0)OR fi . -R 6 -N(R 7 )-S(0)z-R 7 , and -Fe-C[N(R 7 )2]-C(0)OR 7 ; 

or R 3 is aralkyl or aralkoxy, wherein the alky) radical in the aralkyl or aralkoxy substituent is 
optionally substituted by one or more substituents selected from the group consisting of 
halo, cyano, nitro, -R 8 -OR 7 , -R 8 -C(0)OR 7 , -R*-C(0)N(R 7 ) a> -R 8 -C(0)R 7 , -R e -N(R 7 ) 2l 
-R 8 -N(R 7 )C(0)R 7 . and -R 9 -N(R 7 )C(0)OR 9 ), and wherein the aryl radical in the aralkyl 
or aralkoxy substituent is independently optionally substituted by one or more 
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substituents selected from the group consisting of alkyl, halo, haloalkyl, cyano, nitro, 
tetrazolyi, -R , -OR 7 i -R*^;(0)OR 7 l -R 8 -C(0)N(R 7 ) 2 , -R*-C(0)R 7 , -R*-N(R 7 ) 2 , 
-R 8 -N(R 7 )C(0)R 7 , ~R 8 -N(R 7 )C(0)OR 9 , -R 8 -N(R 7 )-S(0) 2 -R 7 , and 
-R 8 -C[N(R 7 ) 2 ]-C(0)OR 7 ; 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyi, nitro, amino, monoaikylamino, 
dialkylamino, carboxyalkylamino, alkylcarbonylamino, di(alkylcarbonyl)amino, 
hydroxyalkyl, dialkylaminoalkyi, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoaikoxy, and heterocyclylalkoxy; 

each R s is independently selected from the group consisting of hydrogen, alkyl. 

hydroxyalkyl, aralkyl, carboxy, alkoxycarbonyl, aralkoxycarbonyl, carboxya!kyl T and 
alkoxycarbonylalkyl; 

R 6 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R fi is a bond or a straight or branched alkylene chain; and 

each R 9 is hydrogen, alkyl, aralkyl or haloalkyl; 

as a single stereoisomer, a mixture of individual stereoisomers, or a racemic mixture; 
or a pharmaceutically acceptable salt thereof. 

Claim 2 (Original). The compound of Claim 1 wherein: 
m is 1; 
n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalky!, alkoxycarbonylalkyl or aralkoxycarbonylalky); 

R $ is aryl optionally substituted by one or more substituents selected from the group 
consisting of alkyl, halo, haloalkyl, cyano, nitro t -R 8 -OR 7 . -R 8 -C(0)OR 7 , 
-R 8 -C(0)N<R 7 ) 2 . -R 8 -C(0)R 7 , -R b -N<R 7 ) 2t -R 8 -N(R 7 >C(0)R 7 , and -R B -N<R 7 )C(0)OR a ; 

each R 4 is is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano. alkylthio, carboxy, 
alkoxycarbonyl. aminocarbonyl, alkylcarbonyi, nitro, amino, monoaikylamino. 
dialkylamino, carboxyalkylamino, alkylcarbonylamino, di(alkylcarbonyl)amino, 
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hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 

dialkylaminoalkoxy, and heterocyclylalkoxy; 
R 5 is hydrogen; 
R* is hydrogen or alkyl; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

R 9 is hydrogen, alkyl, aralkyl or haloalkyl. 

Claim 3 (Original). The compound of Claim 2 wherein: 
m is 1; 
n is 1 or 2; 

R 1 is hydrogen or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R 3 is aryl optionally substituted by one or more substituents selected from the group 

consisting of carboxy or alkoxycarbonyl; 
each R 4 is is independently selected from the group consisting of hydrogen, alkyl, halo, or 

haloalkyl; 
R s is hydrogen; and 
R 6 is hydrogen. 

Claim 4 (Presently Amended). The compound of Claim 4 , nam e ly, 2^1 S-(4- 
(ethoxycarbony|)piperazin-1-yl)carb^ 

carboxy)phenylquinoline in triflMorooootio - aoM, according to Claim 3 . 

Claim 5 (Original). The compound of Claim 1 wherein: 
m is 1 ; 
n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R 3 is aryloxy optionally substituted by one or more substituerrts selected from the group 
consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, -R 8 -OR 7 , -R 6 -C(0)OR r , 
-R 8 -C(0)N(R 7 ) 2l -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2l -R 8 -N(R 7 )C(0)R 7 , -R 8 -N(R 7 )C(0)OR & , 
-R 8 -N(R 7 )-S(0)2-R 7 , and -R a -C[N(R 7 )2]-C(0)OR 7 ; 
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each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, monoalkylamino, 
dialkylamino, carboxyalkylamino, alkylcarbonylamino, di(alkylcart>onyl)amino, 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

R 5 is selected from the group consisting of hydrogen, alkyl, hydroxyalkyl, aralkyl, carboxy, 
alkoxycarbonyl, aralkoxycarbonyl, carboxyalkyl, and alkoxycarbonylalkyl; 

R 6 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R* is a bond or a straight or branched alkylene chain; and 

R 9 is hydrogen, alkyl, aralkyl or haloalkyl. 

Claim 6 (Original). The compound of Claim 5 wherein: 
m is 1 ; 
n is 1 or 2; 

R 1 is hydrogen or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R 3 is aryloxy optionally substituted by one or more substituents selected from the group 

consisting of alkyl, tetrazolyl, -R 9 -C(0)OR 7 -R fl -N(R 7 ) 2l -R 8 -N(R 7 )-S(0) 2 -R 7 , and 

-R 8 -C[N(R 7 ) 2 ]-C(0)OR 7 ; 
each R 4 is is independently selected from the group consisting of hydrogen, alkyl, halo, or 

haloalkyl; 
R s is hydrogen; 
R 6 is hydrogen; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; and 
each R 8 is a bond or a straight or branched alkylene chain. 

Claim 7 (Presently Amended). The compound of Claim 6 selected from the group 

consisting of the following: 

2-l1S-(4-(ethoxycarbonyl)piperazin-^ 

carboxy)phenoxyquinoline In 2,2,2 tr i fluoro - 1,1 ~e than e d i o l; 
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2-[1S-(4-(ethoxycarbonyl)piperazin-1-yl)ca^ 

carboxy)phenoxyquinoline in 2^2 - trifluoro - 1v1 - cthoncd iol; 
2-(1 S-(4-(ethoxycarbonyl)piperazin-1 -yl)carbony|-3-carboxypropyl]aminocarbonyl-4-<2- 

amino-S-carboxy)phenoxyquinoline in 2,2,2 - trifluoro - 1,1 othanod i ol ; 
2-[1S-(4^ethoxycarbonyi)piperazin-1-yI)carbonyl^^ 

carboxy)phenoxyquinoline In 2,2,2 - trif1uoro - 1,1 - cthoncd i o l; 
2-[lS-(4-(ethoxycarbonyl)piperazin-1-yl)^ 

carboxymethyl)phenoxyquinoline in taifluoroac e tic acid ; 
2-[1S-(4-(ethoxycarbonyl)piperazin-1-yI)carbonyl-3-carboxypropyl]aminow 

arnino-1 -carboxy)methyl)phenoxyquinoline i n trifluoroacotic acid ; 
2-[1S-(4-(ethoxycarbonyl)piperazin-^ 

amino-2-carboxy)ethyl)phenoxyquinoline in trifluoroac e tic acid ; 
2-[1 SK4-(ethoxycarbonyl)piperazin-1-yl)carto^ 

methyl-5-carboxy)phanoxyquinoline i n trifluoroac e tic acid ; 
2-[1 S-(4-(ethoxycarbonyl)piperazin-1 -yl)carbonyl-3-carboxypropyl]aminocarbonyl-4-(5- 

carboxy-2-diethylaminomethyl)phenoxyquinoline kv - trifluoroac e t i c acid ; 
2-[1 S-(4-(ethoxycarbonyi)piperazin-1 -yl)carbonyi-3-carboxypropyl]aminocarbony[-4-(3- 

tetrazol-5-yl)phenoxyquino1ine i n 2>2,2 - trif1uoro - 1»1 - othanodio l; 
2-[1SK4Kethoxycarbonyl)piperazin-1-y!)carbonyl-3-carboxypropyl]aminocar^ 

trifluoromethylsulfonylamino)phenoxyqutnoline i n4r i fluoroac e tic a c i d ; and 
2-[1 S-(4-(ethoxycarbonyl)piperazin-1 -yl)carbonyl-3-carboxypropyl]aminocarbonyl-7-methyl- 

4-(3-carboxy)phenoxyquinoIine In trifluoroacot i c - ooid . 
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Claim 8 (Original). The compound of Claim 1 wherein 
m Is 1; 
n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, atkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R 3 is aralkyl wherein the alkyl radical in the aralkyl substituent is optionally substituted by one 
or more substituents selected from the group consisting of halo, cyano, nitro, -R 8 -OR 7 , 
-R a -C(0)OR 7 , -R a -C(0)N<R 7 ) 2 , -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2| -R 8 -N(R 7 )C(0)R 7 , and 
-R 9 -N(R 7 )C(0)OR e ), and wherein the aryl radical in the aralkyl substituent is 
independently optionally substituted by one or more substituents selected from the 
group consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, -R 8 -OR 7 , 
-R 8 -C(0)OR 7 , -R B -C(0)N(R 7 ) z , -R 8 ~C(0)R 7 , -R 8 -N(R 7 ) 2 , -R e -N(R 7 )C(0)R r , 
-R 8 -N(R 7 )C(0)OR°, -R 8 .N(R 7 )-S(0) z -R 7 , and -R^C[N(R 7 )J-C<0)OR 7 ; 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, monoalkylamino, 
dialkylamino, carboxyalkylamino, alkylcarbonylarnino, di(alkylcarbonyl)amino, 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

R 5 is selected from the group consisting of hydrogen, alkyl, hydroxyalkyl, aralkyl, carboxy, 
alkoxycarbonyl, aralkoxycarbonyf, carboxyalkyl, and alkoxycarbonylalkyl; 

R 6 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

R* is hydrogen, alkyl, aralkyl or haloalkyl. 

Claim 9 (Original). The compound of Claim 1 wherein: 

mis1; 

n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 
R 3 is aralkoxy wherein the alkyl radical in the aralkyl substituent is not optionally substituted 
and wherein the aryl radical in the aralkoxy substituent is optionally substituted by 
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one or more substituents selected from the group consisting of alkyl, halo, haloalkyl T 
cyano, nitro, tetrazolyl, -R 8 -OR 7 f -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2 , -R 8 -C(0)R 7 , 
-R 8 -N(R 7 ) 2 , -R a -N(R 7 )C(0)R 7 , -R 8 -N(R 7 )C(0)OR°, -R 8 -N(R 7 )-S(0) 2 -R 7 , and 
-R 8 -C[N{R 7 )2]-C(0)OR 7 ; 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, rnonoalkylamino, 
dialkylamino, carboxyalkylamlno, alkylcarbonylamino, di(alkylcarbonyl)amino, 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

R 5 is selected from the group consisting of hydrogen, alkyl. hydroxyalkyl, aralkyl, carboxy, 
alkoxycarbonyl, aralkoxycartonyl, carboxyalkyl, and alkoxycarbonylalkyl; 

R 8 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 

each R 7 is hydrogen, aikyl t aryl, aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

R 9 is hydrogen, alkyl, aralkyl or haloalkyl. 

Claim 10 (Original). The compound of Claim 9 wherein; 
m is 1; 
n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R 8 Is aralkoxy wherein the aryl radical in the aralkoxy substituent is optionally substituted by 

one or more substituents selected from the group consisting of alkyl, halo, haloalkyl, 

-R 8 -OR 7 , -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2 , and -R 8 -N(R 7 ) 2 ; 
each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, halo, 

or haloalkyl; 
R 5 is hydrogen; 
R 6 is hydrogen; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; and 
each R 8 is a bond or a straight or branched alkylene chain. 
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Claim 1 1 (Presently Amended). The compound of Claim 10 selected from the group 

consisting of the following: 

2-[(4-(ethoxyrarbonyl)piperazin-1-yl)carbon 

2-[1 S-(4-(ethoxycarbonyl)piperazin-1 -yl)carbonyl-3-benzyloxycarbonylpropyl]aminocarbonyI- 

4-benzyloxyquinoline; 
2^1S-(4-(ethoxycarbony|)piperazin~1-yO 

benzyloxyquinoline; 
2-[1~(4-(ethoxycarbonyl)piperazin-1-yl)carto^ 

4-benzyloxy-8-methoxyquinoline; 
2-[1S-(4-(ethoxycarbonyl)piperazin-1-yl)carbonyl-3-cart)oxypropyl]aminora 

benzyloxy-8-methoxyquinoline; 
2-[(4<ethoxycartoonyl)plperazin-1-yl)cato^ 

methoxycarbonyl)benzyloxyquinoline; 
2-[(4-(ethoxycarbonyl)piperazin-1-yl)c^it>onylmethylIaminocarbonyl-4-(4- 

carboxy)benzyloxyquinoline; 
2-K4-(ethoxycarbonyl)p!perazirv1-yl)car^ 

methoxycarbonyl)benzyloxyquinoiine; 
2-[(4-(ethoxycarbonyl)piperazin-1-yl)carbonylmethyl]aminocarbonyl-4-(3- 

carboxy)benzyloxyquinoline; 
2-[1 S-(4-(3-methylphenyI)piperazln-1-yl)carbonyl-3-(1 ,1- 

dimethylethoxycarbonyl)propyl]aminooarbonyl-4-benzyloxyquinoline; and 
2-[1$-(4-(3-methylphenyl)piperazin-1-yl)carto 

benzyloxyquinoline. 

Claim 12 (Original). The compound of Claim 1 wherein: 
m Is 1; 
n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R 3 is aralkoxy wherein the alkyl radical in the aralkoxy substituent is substituted by one or 
more substituents selected from the group consisting of halo, cyano, nitro, -R 8 -OR 7 , 
-R 8 ~C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2 , -R 8 -C(0)R 7 ( -R 8 -N(R 7 ) 2 , -R 8 -N(R 7 )C(0)R 7 , and 
-R 9 -N(R 7 )C(0)OR 8 ), and wherein the aryl radical in the aralkoxy substituent Is 
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optionally substituted by one or more substituents selected from the group consisting 
of alky!, halo, haloalkyl, cyano, nitro, tetrazolyl, -R 8 -OR 7 , -R 8 -C(0)OR 7 , 
-R e -C(0)N<R 7 ) 2 , -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2i -R 8 -N(R 7 )C(0)R 7 , -R 8 -N(R 7 )C<0)OR°, 
-R^NCR'J-S^a-R 7 , and -R 6 -C[N(R 7 )^C(0)OR 7 ; 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, monoalkylamino, 
dialkylamlno, carboxyalkylamino, alkylcarbonylamino, di(alkylcarbonyl)amino, 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

R 5 is selected from the group consisting of hydrogen, alkyl, hydroxyalkyl, aralkyl, carboxy, 
alkoxycarbonyl, aralkoxycarbonyl, carboxyalkyl, and alkoxycarbonylalkyl; 

R 6 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

R B is hydrogen, alkyt, aralkyl or haloalkyl. 

Claim 13 (Original). The compound of Claim 12 wherein: 
m is 1; 
n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R 3 is aralkoxy wherein the alkyl radical in the aralkoxy substituent is substituted by 

-R 8 -C(0)OR 7 , and wherein the aryl radical In the aralkoxy substituent is optionally 
substituted by one or more substituents selected from the group consisting of halo 
and -R 8 -OR 7 ; 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, halo, 

haloalkyl, amino, monoalkylamino, or dialkylamino; 
R 5 is hydrogen; 
R 8 is hydrogen; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; and 
each R 8 is a bond or a straight or branched alkylene chain. 
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Claim 14 (Presently Amended). The compound of Claim 13 selected from the group 
consisting of the following: 

2-[1 S-(4-(ethoxycarbonyl)piperazin-1-yl)carbonyl-3-(1 ,1- 

dimethylethoxycarbonyl)propyl]aminocerbonyl-4-(1-phenyl-1- 

methoxycarbonyl)methoxyquinoline; 
2-[1 S-(4-(ethoxycarbonyl)piperazin-1-yl)cariro^ 

phenyl-1-methoxycarbonyl)methoxyquinoline; 
2-(1 S-(4-(ethoxycarbonyl)piperazin-1 -yl)carbonyl-3-carboxypropyl]aminocarbony l-4-(1 - 

phenyM -carboxy)methoxyquinollne; 
2-[1S-(4-(ethoxycarbonyI)piperazin-1-yl)ra^ 

4-(1-phenyl-1-carboxy)methoxyquinoline; 
2-[1S-(4-(ethoxycarbonyl)piperazin-l-yl)ca*^ 

methyh4-(1 -phenyl-1 -carboxy)methoxyquinoline; 
2-[1 S^4-(ethoxycarbonyl)piperazin-1 -y[)carbonyl-3-carboxypropy l]amtnocarbonyl-7-chloro-4- 

(1-carboxy-1-phenyl)methoxyquinoline i n trifluoroac e t i o aoid ; 
2-[1 S-(4-(ethoxycarbonyl)piperazin-1 -yl)carbonyl-3-Mrlx)xypropylIaminocarbonyl-6-fluoro-7- 

methyl-4-(1 -naphth-1 -yl-1 -carboxy)methoxyquinoline; 
2-[1S-(4~(ethoxycarbonyl)piperazin-1-yl^^ 

fluoro-4-(1-methoxycarbonyl-1-phenyl)methoxyquinoline m-ace t i c - ac i d , 
2-[1 S-(4-(ethoxyrarlx)nyl)piperari 

fIuoro-4-(1-carboxy-1 -phenyl) methoxyquinoline i n ac e tic acid ; 
2-[lS-(4-(ethoxycarbonyl)piperazin-1^ 

6-fluoro~4-(1 -carboxy'1-(2-fluoro)pheny0methoxyqulnoline in tr i fluoroacotic acid ; 
2-[1 S^4^ethoxycarbonyl)piperazin-1-yI)carbonyl-3-cartooxypr^^ 

4-(1 -ethoxycarbonyl-1 -phenyl)methoxyquinoline in Wftaoroaeefle-acM; 
2-[(4-(ethoxycarbonyl)piperazin-1-yl)carb^^ 

phenyl-1 -carboxy)methoxyquinoline; 
2-[lS-(4-(ethoxycarbonyl)piperazin-1-yO^ 

6-fluoro-4-(1-carboxy-1 -(4-chloro)phenyl)methoxyquinoline in trifluoroacotic acid ; 
2-[i S-(4-(ethoxycarbony1)piperazin-1 -yl)carbonyt-3-carboxypropyllamiriocarbonyl-7-methyl- 

6-fluoro-4-(1 -carfooxy-1 -(3-methoxy)phenyl)methoxyquinoline in trifluoroacotic acid ; 
2-[1 S-(4-(ethoxycarbonyl)piperazin-1-yl)caito 

difluorx>4-(l -carboxy-1 -phenyl)methoxyquinoline in trifluoroaoot i c - a oid; 
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2-[1 S-<4-(ethoxycarbonyl)piperazin-1 -yl)carbonyl-3-carboxypropyl]aminocarbonyt-6- 

dimethylamino-4-(1-phenyl-l-carboxy)methoxyquinoline; 
2-(1S-(4-(ethoxycarlronyl)piperazin-1-yl)car^^ 

methyl-4-(1 -phenyl-1 -carboxy)methoxyquinoline i n trifluoroooctio ooid ; 
2-[1S-(4-<ethoxycarbonyl)piperazin-1-yl)ca^ 

6- chloro^(1 -phenyl-1 -carboxy)methoxyquinoline w - trifluoroao e tic acid ; 
2-[1 S-(4-(1 ,1 -dimethylethoxycarbonyl)piperazin-1 -yl)carbonyl-3- 

methoxycarbonylpropyl]aminocarbony l-6-fluoro-7-methy l-4-(1 -phenyl-1 - 

carboxy)methoxyquinoline; 
2-[1 S-(4-(1 ,1-dimethylethoxycarbonyl)piperazin-1 -yl)carbonyl-3- 

carboxypropylIamlnocarbonyl-6-fluoro-7-methyl-4-(1 -phenyl-1 - 

carboxy)methoxyquinoline; 
2-[1 S^(4-(methoxycarbonyl)piperazin-1 -yl)carbonyl-3-carboxypropy l]aminocarbonyl-6-fluoro- 

7- methyl-4-(1 -phenyl-1 -carboxy)methoxyquinoline I n tr i fluoro ac e tic add ; 
2-[1 S-(4-(1 ,1<limethylethylamInocarbonyl)pip6raan-1-yl)carbonyl-3- 

carboxypropyl]aminocarbonyl-6-fluoro-7-methyl-4-(1 -phenyl-1 - 

carboxy)methoxyquinoline in tr i fluoroacotio aoid ; 
2-[1S-(4-(furan-2-ylcaft>onyl)piperazln-^ 

fluoro-7-methyl-4-(1 -phenyl-1 -carboxy)methoxyquinoline in trifluoroac e tio aoid ; 
2-[1 S-(4-(3-methylph€nyl)piperazin-1-yl)carbonyl-3-(1 ,1- 

dimethylethoxycarbonyl)propyl]aminocarbonyl-6-fluoro-7-methyl-4-(1-pheny1-1- 

carboxy)methoxyquino!ine; 
2-[1S-(4-(3-methylphenyl)piperazin^ 

methyl-4-(1 -phenyi-1 -carboxy)methoxyquinoline in tr i fluoroac e tio ac i d ; 
2-[1 S-(4«(phenyl)piperazin-1 -yl)carbonyl-3-(1 , 1 - 

dimethylethoxycarbonyl)propyl]aminocarbonyl-6^ 

carboxy)methoxyquinoline; and 
2-[1 S-<4-(phenyl)piperazin-1 -yl)carbonyl-3-rarboxypropyl]aminocarbonyl-6-fluoro-7-methyl- 

4-(1 -phenyl-1 -carboxy)methoxyquinoline in tr i fluoroac e tio acid . 

Claim 15 (Original). A pharmaceutical composition useful in treating a mammal having a 
disease-state characterized by thrombotic activity, which composition comprises a 
pharmaceutical^ acceptable excipient and a compound of formula (I): 
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wherein: 

m and n are independently 1 to 4; 

R 1 is hydrogen, alkyl, carboxyalkyl, aryl, aralkyl, alkylcarbonyl, aryloxyalkylcarbonyl, 
carboxyalkylcarbonyl, alkoxycarbonylalkylcarbonyl, alkoxycarbonylalkyl, 
alkoxycarbonyl, arylcarbonyl, aryloxycarbonyl, aralkoxycarbonyl, cycloalkylcarbonyl, 
haloalkoxycarbonyl, aminocarbonyl, monoalkylaminocartoonyl, dialkylaminocarbonyl, 
alkoxycarbonylaminocarbonyl, or heterocyclylcarbonyl; 

R 2 is hydrogen, alkyl, aryl, aralkyl, alkylsulfonylalkyl, aralkoxyalkyl, hydroxyalkyl, aminoalkyl, 
haloalkylsulfonylaminoalkyl, carboxyalkylthioalkyl, alkoxycarbonylalkylthioalkyl, 
carboxyalkyl, (carboxy){hydroxy)alkyl, carboxyalkoxyalkyl, alkoxycarbonylalkyl, 
aralkoxycarbonylalkyl, carboxyalkoxycarbonylalkyl, 

alkoxycarbonylalkoxycartonylalkyl, aminocarbonylalkyl, aralkoxycarbonylaminoalkyl, 
alkoxycarbonylalkylaminocarbonylalkyl, carboxyalkylaminocarbonylalkyl, 
(alkoxycarbonylalkylXalkylJaminocarbonylalkyl, 
(carboxyalkyl)(alkyl)aminocarbonylalkyl, or heterocydylalkyl; 

R 3 is aryl or aryloxy each independently optionally substituted by one or more substituents 
selected from the group consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, 
-R 8 -OR 7 , -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2| -R°-C(0)R 7 , -R 8 -N(R 7 ) 2 , -R 8 -N(R 7 )C(0)R 7 , 
-R'-N(R 7 )C(0)OR 9 , -R 8 -N(R 7 )-S(0)2-R 7 . and -R 8 -C[N(R 7 )d-C(0)OR 7 ; 

or R 3 is aralkyl or aralkoxy, wherein the alkyl radical in the aralkyl or aralkoxy substituent is 
optionally substituted by one or more substituents selected from the group consisting of 
halo, cyano, nitro, -R e OR 7 , -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2 , -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2l 
-R 8 -N(R 7 )C(0)R 7 , and -R d -N(R 7 )C(0)OR 9 ), and wherein the aryl radical in the aralkyl 
or aralkoxy substituent is independently optionally substituted by one or more 
substituents selected from the group consisting of alkyl, halo, haloalkyl, cyano, nitro, 
tetrazolyl, -R 8 -OR 7 , -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2f -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2l 
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-R 8 -N(R 7 )C(0)R 7 , -R*-N(R 7 )C<0)OR 9 , -R*-N(R 7 )-S(0) 2 -R 7 , and 
-R a -C[N(R 7 ) 2 ]-C(0)OR 7 ; 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy. hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, monoalkylamino, 
dialkylamino, carboxyalkylamino, alkylcarbonylamino, di(a!kylcarbonyl)amino 1 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

each R s is independently selected from the group consisting of hydrogen, alkyl, 

hydroxyalkyl, aralkyl, carboxy, alkoxycarbonyl, aralkoxycarbonyl, carboxyalkyl, and 
alkoxycarbonylalkyi; 

R* is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyi; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

each R 9 is hydrogen, alkyl, aralkyl or haloalkyl; 

as a single stereoisomer, a mixture of individual stereoisomers, or a racemic mixture; 
or a pharmaceutical^ acceptable salt thereof. 

Claim 16 (Original). A method of treating a disease-state characterized by thrombotic 
activity, which method comprises administering to a mammal having a disease-state 
characterized by thrombotic activity a therapeutically effective amount of a compound of 
formula (I): 



wherein: 

m and n are independently 1 to 4; 

R 1 is hydrogen, alkyl, carboxyalkyl, aryl, aralkyl, alkylcarbonyl, aryloxyalkylcarbonyl, 
carboxyalkylcarbonyl, alkoxycarbonylalkylcarbonyl, alkoxycarbonylalkyi, 
alkoxycarbonyl, arylcarbonyl, aryloxycarbonyl, aralkoxycarbonyl, cycloalkylcarbonyl, 
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haloalkoxycarbonyl, arninocarbonyl, monoalkylaminocarbonyl, dlalkylamlnocarbonyl, 
alkoxycarbonylaminocarbonyl, or heterocyclylcarbonyl; 
R 2 is hydrogen, alkyl, aryl, aralkyl, alkylsulfonylalkyl, aralkoxyalkyl, hydroxyalkyl, aminoalkyl, 
haloalkylsulfonylaminoalkyl, carboxyaikylthioalkyl, alkoxycarbonylalkylthioalkyl, 
carboxyalkyl, (carboxy)(hydroxy)alkyl, carboxyalkoxyalkyl, alkoxycarbonylalkyl, 
aralkoxycarbonylalkyl, carboxyalkoxycarbonylalkyl, 

alkoxycarbonylalkoxycarbonytalkyl, aminocarbonylalkyl, aralkoxycarbonylaminoalkyi, 
alkoxycarbonylalkylarninocarbonylaikyl, carboxyalkylaminocarbonylalkyl, 
(alkoxycarbonylalkyl)(alkyj)aminocarbonyla!kyl, 
(carboxyalkyl)(alkyi)aminocarbonylalkyl, or heterocyclylalkyl; 

R* is aryl or aryloxy each independently optionally substituted by one or more substituents 
selected from the group consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, 
-R 8 -OR 7 , -R a -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2l -R a -C(0)R 7 , -R*-N(R 7 ) 2| -R a -N(R 7 )C(0)R 7 , 
-R 8 -N(R 7 )C(O)OR 0 , -R 8 -N(R 7 )-S(0) 2 -R 7 , and -R 8 -C[N(R 7 ) 2 ]-C(0)OR 7 ; 

or R 5 is aralkyl or aralkoxy, wherein the alkyl radical in the aralkyl or aralkoxy substituent is 
optionally substituted by one or more substituents selected from the group consisting of 
halo, cyano, nitro, -R 8 -OR 7 , -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2 , -R 8 -C(0)R 7 , -R S -N(R 7 ) 2 , 
-R 8 -N(R 7 )C(0)R 7 , and -R^NtR^OJOR 9 ), and wherein the aryl radical in the aralkyl 
or aralkoxy substituent is independently optionally substituted by one or more 
substituents selected from the group consisting of alkyl, halo, haloalkyl, cyano, nitro, 
tetrazolyl, -R 8 -OR 7 , -R 8 -C(0)OR 7 , -R*-C(0)N(R 7 ) 2l -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2 , 
-R 8 -N(R 7 )C(0)R 7 , -R 8 -N(R 7 )C(0)OR 9 ( -R B 44(R 7 yS{0) r R 7 , and 
-R 8 -C[N(R 7 ) a ]-C(0)OR 7 ; 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, arninocarbonyl, alkylcarbonyl, nitro, amino, monoalkylamino, 
dialkylamino, carboxyalkylamino, alkylcarbonytamino, di(alkylcarbonyl)amino, 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

each R 5 is independently selected from the group consisting of hydrogen, alkyl, 

hydroxyalkyl, aralkyl, carboxy, alkoxycarbonyl, aralkoxycarbonyl, carboxyalkyl, and 
alkoxycarbonylalkyl; 

R 6 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 
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each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

each R d is hydrogen, alkyl, aralkyl or haloalkyl; 

as a single stereoisomer, a mixture of individual stereoisomers, or a racemic mixture; 
or a pharmaceutical ly acceptable salt thereof. 

Claim 17 (Presently Amended). A compound of formula (II): 




wherein: 

m and n are independently 1 to 4; 

R 1 is hydrogen, alkyl, carboxyalkyl, aryl, aralkyl, alkylcarbonyl, aryloxyalkylcarbonyl, 
carboxyalkylcarbonyl, alkoxycarbonylalkylcarbonyl, alkoxycarbonylalkyl, 
alkoxycarbonyl, arylcarbonyl, aryloxycarbonyl, aralkoxycarbonyl, cycloalkylcarbonyi, 
haloalkoxycarbonyl, aminocarbonyl, monoalkylaminocartoonyl, dialkylaminocarbonyl, 
alkoxycarbonylaminocarbonyl, or heterocyclylcarbonyl; 

R 2 is hydrogen, alkyl, aryl, aralkyl, alkylsulfonylalkyl, aralkoxyalkyl, hydroxyalkyl, aminoalkyl, 
haloalkylsulfonylaminoalkyl, carboxyalkylthioalkyl, alkoxycarbonylalkylthioalkyl, 
carboxyalkyl, (carboxy)(hydroxy)alkyl, carboxyalkoxyalkyl, alkoxycarbonylalkyl, 
aralkoxycarbonylalkyl, carboxyalkoxycarbonylalkyl, 

alkoxycarfoonylalkoxycarbonylalkyl, aminocarbonylalkyl, aralkoxycarbonylaminoalkyl, 
alkoxycarbonylalkylaminocarbonylalkyl, carboxyalkylaminocarbonylalkyl, 
(alkoxycarbonylalkyl)(alkyl)aminocarbonylalkyl, 
(carboxyalkyD(alkyl)aminocarbonylalkyl, or heterocyclylalkyl; 
R 3 is heteroaryl optionally substituted by one or more substituents selected from the group 
consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, -R a -OR 7 , -R 8 -C(0)OR r , 
-R a -C(0)N(R 7 ) 2l -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2l -R 8 -N(R 7 )C(0)R 7 , -R^NKR^CfOJOR 9 , 
-R d -N(R 7 )-S(0)z-R 7 , and -R 8 -C[N(R 7 )2]-C(0)OR 7 ; 
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or-R a ic hotoroaryla l koxy, whe r ein th e alkoxy rad i ca l In tho hotor o ary l a l koxy 

sufrs tituont is optional l y substituted by one or mor e a ubstitu o nts selected from 
tho group - con sis ting of halo, cyano, nitro , R ft -OR ; '^R 8 - C(Q)OR 7 i-R 8 - C(0)N(R 7 ) 2y 
^ 8 -C(0)R ? r ^ 8 -l4(l^fe r ^ 8 -N(R y )C(Q)R 7 < and R »-NtR 7 )C(0)OR*), and wherein the 
hotoroaryl rad i cal in tho hotoroaryialkoxy s ubstituont is i nd epe nd e nt l y 
optional l y s ubstituted by o s oor moro oubotitu e nto selected from - thc *g*o*tp 
ooa oicting of alkyl, ha l o, ho l oalky l , cyano, nitron totrazoly l » R* -QR* y 
-R» C(0)0R%^ - C(O)N(R* fe r 4* * - C(O^ 

^44(R 7 )C(0)OR g r ^4^^S(Q) ; rR y , and - R $ - C[N(R 7 ) J C ( 0 )O R *y 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthlo, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, monoatkylamino, 
dialkylamino, carboxyalkylamino, alkylcarbonylamino, di(alkylcarbonyl)amino, 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

each R* is independently selected from the group consisting of hydrogen, alkyl, 

hydroxyalkyl, aralkyl, carboxy, alkoxycarbonyl, aralkoxycarbonyl, carboxyalkyl, and 
alkoxycarbonylalkyl; 

R 6 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R* is a bond or a straight or branched alkylene chain; and 

each R* is hydrogen, alkyl, aralkyl or haloalkyl; 

as a single stereoisomer, a mixture of individual stereoisomers, or a racemic mixture; 
or a pharmaceutical^ acceptable salt thereof. 

Claim 18 (Original). The compound of Claim 17 wherein: 
m is 1; 
n is 1 or 2; 

R 1 is hydrogen, aryl, aralkyl, or alkoxycarbonyl; 

R 2 is hydrogen, carboxyalkyl, alkoxycarbonylalkyl or aralkoxycarbonylalkyl; 

R s is heteroaryl optionally substituted by one or more substituents selected from the group 

consisting of alkyl, halo, haloalkyl, -R 8 -OR 7 , -R 8 -C(0)OR 7 , -R 8 -C(0)N(R 7 ) 2( and 

-R 8 -N(R 7 ) 2 ; 
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each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, halo, 

haloalkyl, amino, rnonoalkylamino, or dialkylamino; 
R 5 is hydrogen; 
R e is hydrogen; 

each R 7 Is hydrogen, alkyl, aryl, aralkyf, or haloalkyl; and 
each R 8 is a bond or a straight or branched alkylene chain. 

Claim 1 9 (Presently Amended). The compound of Claim 18, namely, 2-[1 S-(4- 
(ethoxyrarbonyl)piperazin-1-yl)carb^ 

tetrahydroisoquinolin-2-yl)quinoline in trifluoroacotio ooid . according to Claim 18 . 
Claim 20 (Canceled). 
Claim 21 (Canceled). 

Claim 22 (Presently Amended). A pharmaceutical composition useful in treating a 
mammal having a disease-state characterized by thrombotic activity, which composition 
comprises a pharmaceutical^ acceptable excipient and a compound of formula (II): 



R 3 




wherein: 

m and n are independently 1 to 4; 

R 1 is hydrogen, alkyl, carboxyalkyl, aryl, aralkyl, alkylcarbonyl, aryfoxyalkylcarbonyl, 
carboxyalkylcarbonyl, alkoxycarbonylalkylcarbonyl, alkoxycarbonylalkyl, 
alkoxycarbonyl, arylcarbonyl, aryloxycarbonyl, aralkoxycarbonyl, cycloalkylcarbonyl, 
haloalkoxycarbonyl, aminocarbonyl, monoalkylaminocarbonyl, dialkylaminocarbonyl, 
alkoxycarbonylaminocarbonyl, or heterocyclylcarbonyl; 

R z is hydrogen, alkyl, aryl, araikyl, alkylsulfonylalkyl, aralkoxyalkyl, hydroxyalkyl, aminoalkyl, 
haloalkylsulfonylaminoalkyl, carboxyalkylthioalkyl, aikoxycarbonylalkylthioalkyl, 
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carboxyalkyl, (carboxy)(hydroxy)alkyl, carboxy alkoxy alky I, alkoxycarbonylaikyl, 
aralkoxycarbonylalkyi, carboxyalkoxycarbonylalkyl, 

alkoxycarbonylalkoxycarbonylalkyl, aminocarbonylalkyl, aralkoxycarbonylaminoalkyl, 
alkoxycarbonylalkylaminocarbonylalkyl, carboxyalkylaminocarbonylalkyl, 
(alkoxycarbonylalkyl)(alkyl)aminocarbonylalkyl t 
(carboxyalkyl)(alkyl)aminocarbonylalkyl, or heterocyclylalkyl; 

R 3 is heteroaryl optionally substituted by one or more substituents selected from the group 
consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, -R 8 -OR 7 , -R 8 -C(0)OR 7 . 
-R 8 -C<0)N(R 7 ) 2 , -R 8 -C(0)R 7 , -R 8 -N(R 7 ) 2 , -R 8 -N (R 7 )C (O) R 7 , -R 8 -N(R 7 )C(O)OR 0 , 
-R 8 -N(R 7 )-S<0) 2 -R 7 , and -R^CINCR^d-CfOiOR 7 ; 

or-R * Is hotoroa ryl a l koxya wherein th e alkoxy radica l i n the h e t e roarylalkoxy 

oubstitu e nt is optional l y substitutcd - by - on e or more s ub s tituents se l e ct e d from 
tho group con s i s ting of ha l o, cyano, nitro, R 8 ^R ? ^*^G(Q)QR 7 t^ ft -C(Q>N(R% 
^ 8 - C(0)R^ 8 -^ y > ar ^ 8 -N(R y )C(Q)R\ and - R» ^0{R?)C<O)O R% and whoroin tho 
hetero ary l - radica l in th e h e t e roarylalkoxy s ubst i tuont is indopondontly 
optiona ll y -s u bs titut e d by on e or mor e substitu e nts selected from tho group 
consisting of alkyl, halo, holoa l kyd cyano, nitro, tetrazolyl, -R S -QR% 
^ * - C(0)OR^ 8 -G(Q)N^^^ 

^ < LN4R y )C(0)OR ft r -R 8 >N ^) S(0)i R 7 , and - R $ - C[N(R* ) ahC(0)OR* f 

each R 4 is independently selected from the group consisting of hydrogen, alkyl, alkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkylthio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, monoalkylamino, 
dialkylamino, carboxyalkyiamino, alkylcarbonylamino, di(alkylcarbonyl)amino, 
hydroxyalkyl, dialkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylaikoxy; 

each R 5 is independently selected from the group consisting of hydrogen, alkyl, 

hydroxyalkyl, aralkyl, carboxy, alkoxycarbonyl, aralkoxycarbonyl, carboxyalkyl, and 
alkoxycarbonylaikyl; 

R 6 is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylaikyl; 

each R 7 is hydrogen, alkyl, aryl. aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

each R 9 is hydrogen, alkyl, aralkyl or haloalkyl; 

as a single stereoisomer, a mixture of individual stereoisomers, or a racemic mixture; 

Page 19 of 26 



PAGE 20140 ' RCVD AT 9/27/2005 6:06:19 PM [Eastern Daylight time] * SVR:USPTO-EFXRM37 » DNIS:2738300 1 CSID:S10 262 7095 ' DURATION (mm-ss):17-26 



09/27/2005 TUE 15:15 FAX 510 262 7095 Berlex Biosciences ->-» USPTO Central fax ©021/040 

Serial No. 10/731,815 Attorney Docket 52143BUSM1 



or a pharmaceutical^ acceptable salt thereof. 



Claim 23 (Presently Amended). A method of treating a disease-state characterized by 
thrombotic activity, which method comprises administering to a mammal having a disease- 
state characterized by thrombotic activity a therapeutically effective amount of a compound 
of formula (II): 



R 3 




wherein: 

m and n are independently 1 to 4; 

R 1 is hydrogen, alkyl, carboxyalkyl, aryl, aralkyl, alkylcarbonyl, aryloxyalkylcarbonyl, 
carboxyalkylcarbonyl, alkoxycarbonylalkylcarbonyl, alkoxycarbonylalkyl, 
alkoxycarbonyl, arylcarbonyl, aryloxycarbonyl, aralkoxycarbonyl, cycloalkylcarbonyl, 
haloalkoxycarbonyl, aminocarbonyl, monoalkylaminocarbonyl, dialkylaminocarbonyl. 
alkoxycarbonylaminocarbonyl, or heterocyclylcarbonyl; 

R 2 is hydrogen, alkyl, aryl, aralkyl, alkylsulfonylalkyl, aralkoxyalkyl, hydroxyalkyl, aminoalkyl, 
haloalkylsulfonylaminoalkyl, carboxyalkylthioalkyl, alkoxycarbonylalkylthloalkyl, 
carboxyalkyl, (carboxy)(hydroxy)alkyl, carboxyalkoxyalkyl, alkoxycarbonylalkyl, 
aralkoxycarbonylalkyl, carboxyalkoxycarbonylalkyl, 

alkoxycarbonylalkoxycarbonylalkyl, aminocarbonylalkyl, aralkoxycarbonylaminoalkyl, 

alkoxycarbonylalkylaminocarbonylalkyl, carboxyaikylaminocarbonylalkyl, 

(alkoxycarbonylalkyl)(atkyl)aminocarbonylalkyl, 

(carboxyalkyl)(alkyl)aminocarbonylalkyl, or heterocyclylalkyl; 
R 3 is heteroaryl optionally substituted by one or more substituents selected from the group 

consisting of alkyl, halo, haloalkyl, cyano, nitro, tetrazolyl, -R 8 -OR 7 , -R B -C(0)OR 7 , 

-R 8 -C(0)N(R 7 ) z> -R 8 -C(0)R 7 , ~R 8 -N(R 7 ) 2l -R 8 -N(R 7 )C(0)R\ -R 8 -N(R 7 )C(0)OR 9 , 

-R 8 -N(R 7 )-S(0)2-R 7 , and -R 8 -C(N(R 7 )2j-C(0)OR 7 ; 
qf-R* is hctcroary l a l koxy, wher e in th e alkoxy rad i cal In the hotoroarylalkoxy 

substituont is optional ly-s ub s tituted by on e or mor e substituents s elected from 
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tho g r oup con B i s t i ng of halo, cyono^ nitro r - R g -^^ r -R & -G<0)OR 7 ^R s C(0)N(R ? ) gr 
^ s -C(0)R V^4(RV^^ 

h e t e roary l radica l in tho hotoroarylalkoxy oubotitucnt is i ndopondontly 
optiona ll y s ubst i tuted by ono or moro oub s t i tu e nts co l octod from th e group 
consisting of al kyl, halo, ha l oalkyl, oyono, nitro f - 4cfr P a zolylr-R g -QR% 

-R » - C(0)ORV -R * G(O)N(RV ^ * - C(0)RV ^^*k^ 
4* 8 -^*»G^QR%^»44tR ?) - S(^^^ C(0)OR* i 

each R 4 is independently selected from the group consisting of hydrogen, alky!, atkoxy, 
aralkoxy, halo, haloalkyl, haloalkoxy, hydroxy, cyano, alkyithio, carboxy, 
alkoxycarbonyl, aminocarbonyl, alkylcarbonyl, nitro, amino, monoalkylamino, 
dialkylamino, carboxyalkylamlno, alkylcarbonylamino, di(alkylcarbonyl)amino l 
hydroxyalkyl, diatkylaminoalkyl, carboxyalkoxy, alkoxycarbonylalkoxy, 
dialkylaminoalkoxy, and heterocyclylalkoxy; 

each R 5 is independently selected from the group consisting of hydrogen, alkyl, 

hydroxyalkyl, aralkyl, carboxy, alkoxycarbonyl, aralkoxycarbonyl, carboxyalkyl, and 
alkoxycarbonylalkyl; 

R B is hydrogen, alkyl, carboxyalkyl, or alkoxycarbonylalkyl; 

each R 7 is hydrogen, alkyl, aryl, aralkyl, or haloalkyl; 

each R 8 is a bond or a straight or branched alkylene chain; and 

each R* is hydrogen, alkyl, aralkyl or haloalkyl; 

as a single stereoisomer, a mixture of individual stereoisomers, or a racemic mixture; 
or a pharmaceutical^ acceptable salt thereof. 
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